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TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 
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LANGUAGE : 
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2004:308400 CAPLUS 
140 :287120 

Preparation of cyclic nitromethyl acetic acid 
derivatives 

Derrick, Andrew Michael 

Pfizer Limited, UK; Pfizer Inc. 

PCT Int. Appl. , 35 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



WO 2004031124 
W 



KIND 



DATE 



APPLICATION NO. 



DATE 



Al 20040415 WO 2003-IB4249 20030922 

AE, AG, AL, AM, AT, AU, AZ , BA, BB , BG, BR, BY, BZ, CA, CH, CN, 

CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ , LC, LK, LR, 

LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ , NI , NO, NZ , OM, 

PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, TJ, TM, TN, TR, TT, 

TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZW, AM, AZ , BY, KG, KZ , 

MD, RU, TJ, TM 



RW: GH, GM, KE , LS , MW, MZ , SD, SL, SZ, TZ , UG, ZM, ZW, AT, BE, BG, 
CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB , GR, HU, IE, IT, LU, MC, 
NL, PT, RO, SE, SI, SK, TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD , TG 
US 2004116525 Al 20040617 US 2003-677837 20031002 

PRIORITY APPLN. INFO.: GB 2002-23072 A 20021004 

US 2002-421867P P 20021028 

OTHER SOURCE (S): MARPAT 140:287120 

AB The invention relates cyclic nitromethyl acetic acid derivs . for use as 

intermediates in the preparation of cyclic and bicyclic amino acids. Salts 
(1R, 5R, 6S) - [6- (nitromethyl) bicyclo [3 .2 . 0]hept-6-yl] acetic acid (I) or the 
racemate are claimed. Thus, condensation of (1R, 5R) -bicyclo [3 . 2 . 0] heptan- 
e-one with tri-Et phosphonoacetate , followed by reaction with nitromethane 
and saponification, afforded nitro acid I, which was converted to the 
cyclohexylamine salt. Reduction of the nitro group by hydrogenation over Pt 
afforded (1R,5R,6S) - [6- (aminomethyl) bicyclo [3 . 2 . 0] hept-6-yl] acetic acid. 

IT 676258-90-5P 676258-91-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of (nitromethyl) bicycloheptaneacetic acid salts as 
intermediates in synthesis of bicyclic amino acids) 
RN 676258-90-5 CAPLUS 

CN Cinchonan-9-ol, (8a, 9R)-, mono [ ( 1R, 5R, 6S) - 6 - 

(nitromethyl) bicyclo [3. 2. 0] heptane-6-acetate] (salt) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 473829-30-0 
CMF C10 H15 N 04 

Absolute stereochemistry . 




H 



CM 2 

CRN 485-71-2 
CMF C19 H2 2 N2 0 

Absolute stereochemistry. 




OH 



RN 6762 58-91-6 CAPLUS 

CN Bicyclo[3.2.0]heptane-6-acetic acid, 6 - (nitromethyl) - , (1R,5R,6S)-, compd. 
with (aS) -a-methylbenzenemethanamine (1:1) (9CI) (CA INDEX 
NAME) 



CM 1 



CRN 473829-30-0 
CMF CIO H15 N 04 



Absolute stereochemistry. 




CM 2 

CRN 2627-86-3 
CMF C8 Hll N 

Absolute stereochemistry . 




NH 2 



IT 473829-30-0P 676247-11-3P 676258-82-5P 
676258-83-6P 676258-84-7P 676258-85-8P 
676258-86-9P 676258-87-0P 676258-88-1P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of (nitromethyl) bicycloheptaneacetic acid salts as 
intermediates in synthesis of bicyclic amino acids) 
RN 473829-30-0 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6- (nitromethyl )- , (1R,5R,6S)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 676247-11-3 CAPLUS 

CN Bicyclo[3.2.0]heptane-6-acetic acid, 6- (nitromethyl) - , (1R,5R,6S)-, compd. 
with cyclohexanamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 473829-30-0 
CMF C10 H15 N 04 

Absolute stereochemistry. 



N02 




H 



CM 2 

CRN 108-91-8 
CMF C6 H13 N 




RN 676258-82-5 CAPLUS 

CN Bicyclo[3.2.0]heptane-6-acetic acid, 6- (nitromethyl) - , (lR # 5R # 6S)- # compd. 
with (aR) -a-methylbenzenemethanamine (1:1) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 473829-30-0 
CMF CIO H15 N 04 

Absolute stereochemistry. 
N0 2 




H 



CM 2 

CRN 3886-69-9 
CMF C8 Hll N 

Absolute stereochemistry. 
?h 

Me'^*^ NH2 

RN 676258-83-6 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane - 6 -acetic acid, 6 - (nitromethyl )- , sodium salt, 
(1R,5R,6S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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NO 2 
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H0 2 C 
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• Na 



RN 676258-84-7 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6- (nitromethyl) - (9CI) (CA INDEX 
NAME) 



0 2 N~ CH 2 
H0 2 C- CH 2 1 



RN 676258-85-8 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6 - (nitromethyl) - , compd. with 
(aR) -a-methylbenzenemethanamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 676258-84-7 
CMF CIO H15 N 04 



0 2 N~ CH 2 
H0 2 C— CH 2 1 



CM 2 

CRN 3886-69-9 
CMF C8 Hll N 

Absolute stereochemistry. 
Eh 



Me R NH 2 

RN 676258-86-9 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6 - (nitromethyl )- , compd. with 
(aS) -a-methylbenzenemethanamine (1:1) (9CI) (CA INDEX NAME) 





CM 



1 



CRN 676258-84-7 
CMF CIO H15 N 04 



0 2 N~ CH 2 
H0 2 C- CH 2 ~ 



CM 2 



CRN 2627-86-3 
CMF C8 Hll N 



Absolute stereochemistry. 




RN 676258-87-0 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6- (nitromethyl) - , compd. with 
(aS) -a-methylcyclohexanemethanamine (1:1) (9CI) (CA INDEX 
NAME) 



CM 1 



CRN 676258-84-7 
CMF CIO H15 N 04 



0 2 N- CH 2 
H0 2 C- CH 2 ~ 



CM 2 



CRN 17430-98-7 
CMF C8 H17 N 



Absolute stereochemistry. Rotation (+) . 




RN 676258-88-1 CAPLUS 

CN Cinchonan-9-ol, (8a, 9R) - , mono [6- (nitromethyl) bicyclo [3 . 2 . 0] heptane- 
6-acetate] (salt) (9CI) (CA INDEX NAME) 



CM 1 



CRN 676258-84-7 
CMF C10 H15 N 04 



0 2 N- CH 2 
H0 2 C- CH 2 ( 



CM. 2 



CRN 485-71-2 

CMF C19 H22 N2 O 

Absolute stereochemistry. 
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2004 : 308394 CAPLUS 
140 :287119 

Preparation of bicyclo [3 . 2 . 0] hept-6-ylideneacetate 
intermediates in the synthesis of therapeutic fused 
bicyclic amino acids 

Gladwell, Iain Robert; Pettman, Alan John 

Pfizer Limited, UK; Pfizer Inc. 

PCT Int. Appl., 31 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



WO 2004031115 

W: AE, AG, AL, 

CO, CR, CU, 

GH, GM, HR, 

LR, LS, LT, 

OM, PG, PH, 

TN, TR, TT, 

BY, KG, KZ, 

RW: GH, GM, KE, 

CH, CY, CZ, 

NL, PT, RO, 

GW, ML, MR, 
US 2004138498 
PRIORITY APPLN. INFO. : 

OTHER SOURCE (S) : 
GI 



Al 
AM, 
CZ, 
HU, 
LU, 
PL, 
TZ, 
MD 
LS, 
DE, 
SE, 
NE, 

Al 



AT, 
DE, 
ID, 
LV, 
PT, 
UA, 



20040415 WO 2003-IB4179 

AU, AZ, BA, BB, BG, BR, BY, 

DK, DM, DZ, EC, EE, EG, ES, 

IL, IN, IS, JP, KE, KG, KP, 

MA, MD, MG, MK, MN, MW, MX, 

RO, RU, SC, SD, SE, SG, SK, 

UG, US, UZ, VC, VN, YU, ZA, 



MW, MZ, SD, SL, SZ, TZ, UG, ZM, 
DK, EE, ES, FI, FR, GB, GR, HU, 
SI, SK, TR, BF, BJ, CF, CG, CI, 
SN, TD, TG 

20040715 US 2003-677836 
GB 2002-23070 
US 2002-421868P 

MARPAT 140:287119 



DATE 

20030922 

BZ, CA, CH, CN, 

FI, GB, GD, GE, 

KR, KZ, LC, LK, 

MZ, NI, NO, NZ, 

SL, SY, TJ, TM, 

ZM, ZW, AM, AZ, 

ZW, AT, BE, BG, 
IE, IT, LU, MC, 
CM, GA, GN, GQ, 

20031002 
A 20021004 
P 20021028 




AB The. invention presents compds . I (R is H or a suitable carboxylic 

acid-protecting group) or stereoisomers and their ring-saturated derivs . , 
which are intermediates in the preparation of therapeutic fused bicyclic amino 
acids. The synthesis comprises reaction of bicyclo [3 . 2 . 0] hept-2 -en-6-one 
or bicyclo [3 . 2 . 0] heptan-6-one with a phosphonoacetate derivative In the 
examples, (+) -Et bicyclo [3 . 2 . 0] hept-6 -ylideneacetate was prepared from 
bicyclo [3 . 2 . 0] heptan-6-one and tri-Et phosphonoacetate and underwent 
subsequent enzymic hydrolysis, esterif ication, nitromethylation, saponification, 
and hydrogenation to afford bicyclic amino acid II. 

IT 473829-30-0P 676247-11-3P 

RL: BPN (Biosynthetic preparation); RCT (Reactant) ; SPN (Synthetic 
preparation) ; BIOL (Biological study) ; PREP (Preparation) ; RACT (Reactant 
or reagent) 

(preparation of bicycloheptylideneacetate intermediates in synthesis of 
therapeutic fused bicyclic amino acids) 
RN 473829-30-0 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6- (nitromethyl) - , (1R,5R,6S)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
N0 2 




1 



H 

RN 676247-11-3 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6- (nitromethyl) - , (1R,5R,6S)-, compd. 
with cyclohexanamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 473829-30-0 
CMF C10 H15 N 04 

Absolute stereochemistry. 
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H 



CM 2 

CRN 108-91-8 
CMF C6 H13 N 
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2004 : 162589 CAPLUS 
140 : 193110 

Fused bicyclic or tricyclic amino acids, their 
preparation, and their use in the treatment of 
fibromyalgia 

Blakemore, David Clive; Bryans., Kistom. Stephen; 
Williams, Sophie Caroline 

Pfizer Limited, UK; Pfizer Inc.; Bryans. Kistom. 
Stephen 

PCT Int. Appl. , 77 pp. 
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Patent 
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PATENT NO. 



KIND 
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WO 
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IB3546 
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OTHER SOURCE (S) 
AB 



MARPAT 140:193110 



IT 



RN 
CN 



The compds . of the invention are bicyclic or tricyclic amino acids useful 
in the treatment of fibromyalgia. Pharmaceutical compns . containing one or 
more of the compds. for use in the treatment of fibromyalgia are also 
included. 
473829-30-0P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(fused bicyclic or tricyclic amino acid preparation and use in treatment of 

fibromyalgia) 
473829-30-0 CAPLUS 

Bicyclo[3.2.0]heptane-6-acetic acid, 6 - (nitromethyl ) - , (1R,5R,6S)- (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 
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2002 : 832747 CAPLUS 
137:338131 

Preparation of fused bicyclic or tricyclic amino acids 

Blakemore, David Clive; Bryans, Justin Stephen; 

Williams, Sophie Caroline 

Warner-Lambert Company, USA 

PCT Int. Appl. , 92 pp. 
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Patent 
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UG ; 


US, 


UZ, 


VN, 


YU, 
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AT, BE, CH, 
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FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 
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BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, TD, TG 


GB 


2374595 






Al 




20021023 




GB 2001- 


9635 






20010419 


EP 


1379494 






Al 




20040114 




EP 2002- 


716996 




20020403 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, MC, PT, 




IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR 










EE 


200300517 




A 




20040415 




EE 2003- 


517 






20020403 


BR 


2002008922 




A 




20040420 




BR 2002- 


8922 






20020403 


US 


2003078300 




Al 




20030424 




US 2002- 


124210 




20020416 


US 


6596900 






B2 




20030722 
















NO 


2003004642 




A 




20031209 




NO 2003- 


4642 






20031017 



PRIORITY APPLN. INFO.: GB 2001-9635 A 20010419 

GB 2001-25807 A 20011026 

WO 2002-IB1146 W 20020403 

OTHER SOURCE(S): MAR PAT 137:338131 

AB Bicyclic or tricyclic amino acids were prepared for use in the treatment of 
epilepsy, faintness attacks, hypokinesia, cranial disorders, 
neurodegenerative disorders, depression, anxiety, panic, pain, arthritis, 
neuropathol . disorders, sleep disorders, visceral pain disorders, and 
gastrointestinal disorders. Pharmaceutical compns . containing one or more of 
the compds. are also included. Thus, [ ( 1R, 5R, 6S) -6 - 

(aminomethyl) bicyclo [3 . 2 . 0] hept-6-yl] acetic acid hydrochloride was prepared 
by treating Me [ (1R, 5R, 6S) -6- (isocyanatomethyl) bicyclo [3 . 2 . 0] hept-6- 
yl] acetate with 6N HC1 under reflux for 18 h. The isocyanate was obtained 
from bicyclo [3 . 2 . 0] hept-2 -en- 6 -one by a multistep procedure, which 
includes reaction of (IRS, 5RS) -bicyclo [3 . 2 . 0] heptan-6-one with Et 
cyanoacetate . 
IT 473829-30-0P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of fused bicyclic or tricyclic amino acids) 
RN 473829-30-0 CAPLUS 

CN Bicyclo [3 . 2 . 0] heptane-6-acetic acid, 6- (nitromethyl ) - , (1R,5R,6S)- (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 




REFERENCE COUNT: 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



